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it#4t^t U^ 0 ± IB K k # W K H X L fc » 
LvMfc-fr»«r*i6-C, ± C - jft A ( I ) ■? £ $ 'ft * '# » 
93 O * x * ^. - b y f- k ft & tya X \± Z <D & ii s M J& 

t&&m:<D7k%]%t)X\ifcmm%!Jli, ^ -f ti i> * % W <D M 

y $ y - )V , x * y - /u; y 7° n /< 7 - ;v , 7 -fe h y % 
%t m. -x f- ;v , & ft y f y 7' n eil/x-fji'f 

2fs:f&^ft^^O*#M^Tia^l ^ 1" ( m + > Me 
- ft y f- ;v £ „ E t - tt j. f- i - P r - \t J v 7* 

n e ;v i , t - B u - li^-y t 'J - /fJUHtlo 



1 



No. 


R 1 


R 2 


R3 


R 4 


X 


1 


2-0H 


CF3CH2- 


CF3CH2- 


H 


CH 


2 


3-OH 


CF3CH2- 


CF3CH2- 


H 


CH 


3 


4-OH 


CF3CH2- 


CF3CH2- 


H 


CH 


4 


2-OH 


CF3CH2- 


GF3CH2- 


H 


N 


5 


3-OH 


CF3CH2- 


CF3CH2- 


H 


N 


6 


4-OH 


CF3CH2- 


CF3CH2- 


H 


N 


7 


2-OH 


CF3CH2- 


Me- 


H 


CH 


8 


3-OH 


CF3CH2- 


Me- 


H 


CH 


9 


4-OH 


CF3CH2- 


Me- 


H 


CH 


10 


2-OH 


CF3CH2- 


Me- 


H 


N 


11 


3-OH 


CF3CH2- 


Me- 


H 


N 


12 


4-OH 


CF3CH2- 


Me- 


H 


N 


13 


2-OH 


CF3CH2- 


Et- 


H 


CH 


14 


3-OH 


CF3CH2- 


Et- 


H 


CH 


15 


4-OH. 


CF3CH2- 


Et- 


H 


CH 


16 


2-OH 


CF3CH2- 


H 


H 


CH 


17 


3-OH 


CF3CH2- 


H 


H 


CH 


18 


4-OH 


CF3CH2- 


H 


H 


CH 


19 


2-OH 


CF3CH2- 


H 


H 


N 


20 


3-OH 


CF3CH2- 


H 


H 


N 
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O 1 


4-Uri 


p t?« pu ^ 


n 


H 


N 




Z-Uri 


u 
n 


n 


H 


CH 


23 


3-OH 


H 


H 


H 


CH 


24 


4 -OH 


H 


H 


H 


CH 


25 


2-OH 


H 


H 


H 


N 


26 


3-0H 


H 


H 


H 


N 


27 


4-0H 


H 


H 


t T 

H 


N 


28 


n 7"\TT 

2-OH 


pr\ /"» TT 

CF3CH2- 




m e - 


pu 


29 


3-0H 


pp ATT 

CF3CH2- 


■P 1? ^ P U « 
CF3CH2- 


Me- 


PW 


30 


4-0H 


CF3CH2- 


CF3CH2- 


Me- 


PU 


31 


2-OH 


CF3CH2- 


Of? /** TT 

CF3CH2- 


Me- 


M 

IN 


32 


3-0H 


CF3CH2- 


CF3CH2- 


Me- 


M 

IN 


33 


4-OH 


CF3CH2- . 


n T— 1 /"ITT 

CF3CH2- 


Me- 


In 


34 


2-0H 


CF3CH2- 


If 

Me- 


Me- 


PU 

Cri 


35 


3-OH 


CF3CH2- 


Me- 


Me- 


PU 

In 


36 


4-OH 


CF3CH2- 


Me- 


if _ 
Me- 


PU 

Cri 


37 


2-OH 


CF3CH2- 


Me- 


Me- 


M 

IN 


38 


3-OH 


CF3CH2- 


Me- 


Me- 


IN 


39 


4-OH 


CF3CH2- 


Me- 


Me- 


TVT 

N 


40 


2-OH 


CF3CH2- 


Et- 


>f 

Me- 


P TT 

CH 


41 


3-OH 


CF3CH2- 


Et- 


Me- 


PU 

CH 


42 


4-OH 


CF3CH2- 


Et- 


Me- . 


PU 

Cn 


43 


2-OH 


CF3CH2- 


T? J- 

Et- 


Me- 


M 

IN 


44 


3-OH 


CF3CH2- 


Et- 


Me- 


IN 


45 


4-OH 


CF3CH2- 


Et- 


Me- 


N 


46 


2-OH 


CF3CH2- 


H 


Me- 


CH 


47 


3-OH 


CF3CH2- 


H 


Me- 


CH 


t 0 


4-OH 




H 


Me- 


CH 


49 


A ATT 

2-OH 


CF3CH2- 


TJ 

H 


Me— 


IN 


,50 


3-OH 


CF3CH2- 


u 
n 


Me- 


IN 


51 


4-OH 


CF3CH2- 


H 


Me- 


N 


52 


2-OH 


H 


H 


Me- 


CH 


53 


3-OH 


H 


H 


Me- 


CH 


54 


4-OH 


H 


. H 


Me- 


CH 


55 


2-OH 


H 


H 


Me- 


N 


56 


3-OH 


H 


H 


Me- 


N 


57 


4-OH 


H 


H 


Me- 


N 


58 


2-OH 


-CH20-C0-t-Bu 


-CH20-C0-t-Bu 


H 


CH 
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59 


3- 


■0H 


-CH2O-CO- 


■t-Bu 




-CH2O-CO- 


t-Bu 




H 


CH 


60 


4- 


•OH 


-CH2O-CO- 


•t-Bu 




-CH 2 0-CO- 


•t-Bu 




H 


CH 


61 


2- 


•OH 


-CH2O-CO- 


•t-Bu 




-CH 2 0-CO- 


•t-Bu 




Me- 


CH 


62 


3- 


•OH 


-CH2O-CO- 


•t-Bu 




-CH 2 0-CO- 


•t-Bu 




Me- 


CH 


63 


4- 


•OH 


-CH 2 0-CO- 


•t-Bu 




-CH2O-CO- 


■t-Bu 




Me- 


CH 


64 


2- 


•OH 


-CH 2 CH 2 S- 


-CO- i- 


-Pr 


-CH 2 CH 2 S- 


CO-i 


-Pr 


H 


CH 


65 


3- 


•OH 


-CH 2 GH 2 S- 


•CO-i- 


-Pr 


-CH 2 CH 2 S- 


CO- i 


-Pr 


H 


CH 


66 


4- 


•OH 


-CH 2 CH 2 S- 


-CO- i- 


-Pr 


-CH 2 CH 2 S- 


CO-i 


-Pr 


H 


CH 


67 


2- 


•OH 


-CH 2 CH 2 S- 


•CO-i- 


-Pr 


-CH 2 CH 2 S- 


•CO-i 


-Pr 


Me- 


CH 


68 


3- 


■OH 


-CH 2 CH 2 S- 


-CO- i- 


-Pr 


-CH 2 CH 2 S- 


-CO-i 


-Pr 


Me- 


CH 


69 


4- 


•OH 


-CH 2 CH 2 S- 


-CO-i- 


-Pr . 


-CH 2 CH 2 S- 


•CO-i 


-Pr 


Me- 


CH 



.*f&W<Mt£-»<0«3£#BcfcLTtiU - & 5£ ( I ): f> 
it & m <D R 2 R V 1 R . 3 & K C 1 ~ C 2 2 <D 7 )V * )V 

2> it & to e> Wi & & , #0 x. t£ T IB R J&> - M 1 ) I li ( 2 ) 



5 t: ^ o r g t i i: ^ T* I a (TE**-A* % R 

R 4 ^SV'I lil.C^l U; t is ») -C* f), R 5 tt C 1 
- C 2 2 <£> T > * ;V * X 14 1 £1±(7)ad y ft 

#1 £ ti x. ;u ^ £ ^ fc> -f o W li ^ o ^ > i ? > v h 

;V x > x ;p * - t ^ y i ^ ^ ^ ;i/ sfc — ^ ^- 3f v £ ^ 

10 h 'J 7 )V * n ^ ?>^j^x^t^y|f^)K MI'S * S 
i-o 

< R Jo >u - r- ( .1 .) > 
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1.4 

R 5 0-P-OR 5 
OR 5 

(III) 0 
W-CH 2 CH0CH 2 -W -► W-CH2CHOCH2-P-OR 5 

R4 R 4 OR 5 

(II) OV) 
R 1 




CH2CHOCH2P-OR 5 
R 4 OR 5 

(D 

*i*±E-«:S: (ID (oit^m & Tf '±m-®L$: (in) 

<D m £ . 1 0- 250*0. # * u < a 1 3 0-2 0 
Or^fif 0 . 1-1 0 0«IK> Jft Utt3- 2. 
5 4#IIBRlSS**o ± IB & £ X 1) ft h ii Z> ± IB - ft 5* 

( iv) . «Mk * wu ^5Jc*BCTa#o^it ».» #• a . 

It ffi » I" * - ^ ** t £ * o ± IB - « 5t (IV) <7) ft £ % tt 
(IV) Ik ® £ ^ ± IB - fl£ 5£ (V ) $ *i 



WO 01/64693 



PCT/JPOl/01412 



15 

& it & m i > iiifRi.tf'jn, st m * v * 

ft hi -t 7 a , Tfc x ft 7- h 'J * a v * '* ft * * a , 

b ij a. f- jv 7 5 > , S J 7 -9"* tf > * o 7 > r " -fe > $ <D ft % 

f N 7 -b h - h 'J ^ , t Y 7 K n 7 7 > , v ^ f- ;v 7> 

5 ;v * * v K > y ^ f ^ * )V A 7 5 F , * f- ^ tT n »; K > 

3F'tf> 1 0 ~ 2 0 0 I f L ( li 5 0 ~ 

1 5 0 °C © £ ft -c > 0 . 1 ~ 1 0 0 B# , U £ L < tt 1 

- 1 0 Rf B R (S $ ± IB - « £ ( I ' ) <0 ft ft £ # 

a i t & -e • § * o 

10 . K Id Ji> - h ( 1 ) © J£ £1- T~ & £ ± IB - fl£ s£ (ID <^ ft 

# ft\ ± is - ft-ss ( in) © ft &m ^ & IT ± IB - « * ( V ) 

15 SB-JRsS: (V) © ft ft tt > m j£ © - & 5S (VI) Oft-g- 
ft t - j&£ * (VIII) © ft Or ft £ * > .7 -k h - > V ^ > v 
jrf f- ;w 7. ;i/ * * v F * <D M M ft ® J£ * T* v 5 0~1 0 

o °c IS H in f& t & - £ k i o r $ § & 0 

(I' ) oft-g-ftfcU TKo^-ftKJioT 
20 tgitU ( T IB ^ * - A * „ R 1 , R 4 , R 5 , X > 

< R jed ;w - h ( 2 ) > 
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0 
It 



W~CH 2 CH0CHz-P-0R 5 
R 4 OR 5 
(IV) 



(VI) 






CH2CHOCH2P-OR 5 

R 4 OR 5 
(VII) 



(iv) <Dit& 

iM. * , m x. if §t m 



— ► CH2CHOCH2P-OR 5 

R 4 OR 5 

( r) 

K *& * - b ( 1 ) # 7t _L IB 
• JVlB-ftA' (VI) ft £ ti £ 
t h 'J * A ; & B* * v * A % * Si ffc *• b 

V A ■ ; illA'jn, b 'J i f- 7 \ > s v7f M 
y ^ d > f -t > f O f 4 T s 7tK-PJ)K r b 9 
t K n 7 5 > , y /f )M ^ 't ^ K > y ^ f * * Ji/ A 
7 5 K s * f- ;u t? n 'J K > « <D M 1 4 v# .& * > 10-2 

0 0 fff L( ti5 0 - 1 5 Ot«iait\ 0. 1 ~ 

1 0 0 H PI , UH<li0...5~l ± 
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SB-*a:(vii)©fc'frfc.*f»« o>£ ^ m - vii) 

0 ^ -fr ft £ # ± SB - & 55 ( VIII) & $ tt h * )V U .7* * 
V X l±' * © & . «A tf 'J ^A*,.* V Afi^ 'Jf 

. y A & , 1- 'jxf ;i/75 >Sf h « x. 7. -fe K - b V 

5 , r > y t: K n 7 5 > , M^*'*'/ F\ v 

f ;i/ /t ;i/ A 7 ^ K , ^ f /Hf n 'J K > *f © 5S i§ 4" » «t * 

tr > J: otliaSft 3«7 5 >o#ftT; 1 0 ~ 

2 o or. ftp 4 t < {± 7 o~i 2 _o 'r o a jk -e > . o '. 1 
~ i o o m n , » i t < »"o . 5 - i 2 Bt n r is $ * > 

10 ±ffi-ftl£ (I' ) O ft -g-'ft * i t? # * o -0 

- ft" a (i ) 0 ft tt , - ft 3; ( i ) K *s v> r r 2 

& If R 3 rt 5 * C 1 - C 2 2 0 7 * M X \$ 1 ± 
<£> ;n a yvl.? flife^ itfc'xf ^'it* £ ft £ ft K # 
lt-5, R JE& A' - h (2) ?> i£ -e & £ ± is - ft 5$; (VI) 

± IB - ft 5£ (I' J'Oft-e-ftOiKRx^x/HK^SrH 
K g£ ft $ -£ & «r i K «}; •? . , - ft 5$; (I') oft ft 0 R 
20 5 * ^ o g & * K ^ & L - ft k ( I ) © ft ft * » * 

1 t f ^ o i x. If - t S ( I ) £ v> -c R 2 S. V R 

3 ifi * tK X W. =F T * £ ft ft li , ± ffi - ft ^ ( I ) 
oft-6-ft'*iD*5'»L'C#P>*L*o t tz , - ft * ( I ) 

I: i5 t > R 3 # zk X S =F , C 1 ~ C 2 2 «7*+>i, 
2 5 7 y^f txf ^i, Z l± 1 £1 ± (7) a n y > I f f t ^ 

$ *lfcxf *> , R 2 # C 1 ~ C 2 2 <DT to * fr' 

& X tt 1 Pil^^n ^>Sfftfe? ji t x f i 

*ft*ft»i.*±lB-fta;(i' )©ft^ftt-ft*( ix) : 

R 6 OH ( R 6 tt 7K « K ^ . C 1 ~ C 2 2 0 7 ^ & > 
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f- * j. f- /l/ * , X & 1 iX ± ^ ^ c ¥ > J£ ^ "C* ft 

xf ^i^tt) -e ^ £ fi h it & .ft t % > &m 

> „ 7 -b h - b D ^ > r h 7 K n 7 y > , v 

* * -> K , *J * f- * * * A T 5 K , ^ f- ^ £ 

ion, # £■ ic i 0 -Bfe i . ^ »± T * U o # & 

0-1 0OX, f t L < li 2 0-3 0X:<^IeH 

N o . i - i o o n m , u t t < « 5 - i 2 n# 



n 

T 
<2 




s 



R OH 



CH2CHOCH2P-OR 5 
R 4 OR 5 
( 1 ') 

( ± f fi * * ~ A * , R 



s R 

- & 5£ ( I ) £ is v> T N R 
L r * it HT^ > C1-C2 2 
J- f- ;w * > X tt 1 Jsl ± © » n 

;v * -e it $ ft. s ft * ft n , t 

& ( T f fi * * - A * , R 1 , 

t • is 0 -e *> 0 , R 7 & R 
m =F , C 1 - C 2 2 <0 7 

iii rtt i o ^ d y > g f -e 

V> o) 



NH 2 

! H 
CH 2 CHOCH 2 P-0R 5 

R 4 OR 6 

4 % R 5 , R 6 R X »± , 

2 iif r 3 % fi -r ft- ® 2: 
o 7 ;v 3- p S > 7 v ;v f- * 
y > I + f i H ? Ji x f 

R 4 , RtfXttRfcfcllL 

8 tt -e- *l ■? ft & & Lx*i 

;l/ S . T *> ;i> f" * J. f- ;H 
£ 7jC j^^-t^t-tti^ 
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> ► 0 



CH 2 CH0CH2P(0R 7 )0R 8 
R 4 
(») 

t -r ± ib - « =* ( -i ' y ' © ft ^ » fc h u > ^ ^ -> y * 

v i ;V 7 ^ ^ t £ , ^ ii £ & $U flJ £ l* v * ° ° ^ * 

Jl/ v ij Jl/ y I f 7 5 > li, ± ffi - & ^ ( I ) *>-'ft £ 
^ 1 * ;b H *t L 2 * * £L ± W. ffl 1" £ o * T? % R Ed $ * 

? >- # o & X ^ •# HE ft ^ L > * ¥ 'J * * n K £ ± 
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IB - ft * ( . I " ) t^K'WUT 2* ;l/ £1 ± ft 

Mis ffliMM <D i? J f ^ * iV A 7 5. K © # £ T , _ * Jfr 
T ? 1 B*liK ^^tlfi#gf|) 1 B# H £ IS S * o 

■*ft9*LT#&*Lfc;tlB-ft5* (x) ©ft£»£.- 
S # 14 M ft 1" & - 4 < * «. ^ v * a n 

h 7 t K n 7 7 ^ > v ;* f- ;v 7. )V * * v K , v ^ f- ^ * 
)\/ A T 5 k\ ^ f ;Hi' a 'J r/*©tftf; - IK * ( XI ) 
CO ft m %. If / X »± - 'ft 5£ (XII)O'fb'D*^ £ i.o~i 
0 0.1C x IfJ L < 14 2 0- 3 0 t Oi^ ft. ft WX , 0 . 1 
- 1 0 OflfB, f U< 145 - 1 2 R £ $ * S o # 

<b ft tz - ft * ( XIII) <7) ft 2ft { ± N -ft* ( I ). \Z * V> 

x r 2 s. R 3 -e ? ti t s l t * i ji ^ ; c i ~ c 

2 2 *5 T ^ * ^ 36 ^ 7^^f-*if-^36% X ii 1 K i ^ 
^ny^^^^ffi&3ftfci^>36^**ft£IM::*£ 

1-4 ( f: /; I , R 2 £ U 5 * R 3 7& ? !^ B# K 7X It J£ ^ £ t - 
fcliivO. £ 43 , ± IB R (S T* ft fl- t £ £ ± I B - ft 5£ 
( I " ) <o it & m 14 x B6 K & ^ - fc # iz , - ft * ( I ) 
Oft-g-®*jbD7fc3-#LT&S£ «h -C § & rt ? , ± IB - ft 

* ( I ' ) K 43 V> X R 5 C 1 . - C 2 2 CO 7 /U * fl> * T* 

* S 'ft »fc b V J- * 3 - K v 9 y > h U > f" ^ "7* n 

- ft * ( I ) 43 ^ T R 2 R If R 3 W * K 7 v )V * * 
v ^ *f- )V £ -C * & ft -a- ^ X & - # 75 s 7 v /l> * * v * f" 

;w & x- $> *) „ # 15 tK ■ * -e h z> it & m \t > ± IB - ft * 

( I " ) <D it^^S t TIB -ft* ( XIV) : R. 9 Y ( R 9 & 
. 7 *->^ f A'*, Y 14 & St m ^ , * % ft ^ £ «4 3 

$ "as isc ^ *■ ft 1" ) ts$n^7-»t>->^f 
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tl-fe^A, ?R m ft i- r V * A , ilft'i'Jf A, r 
'J x f ^ 7 5 > ,f 'J v > v 7 • -f fc v 9 n ? > -fc > 

]vj n ' - v ^ n /s * v ;i/ - 4 - * * U > % & # * "9" 

^r^OltT, 7 -fe > ~ r V Jy > t f 7 t F n 7.7 

5 > , )UJV*^rv F, v > f- * * ^ A 7 * K > ^ 

f jvea'j k^^^^^^^^'I 3 ^ o~2 o or, it 

L { li 1 0-1 0 0 "C fi £ T , 1~3 0 0 W m , ft $ 

1 < it i o ~ 2 o o i$.ro Rjcs$*T^fenso r 2 s. tr 
io ^ ic it s ( i ) <o it&m k n l r - & (xiv) 

<7) ft m £ 2 m * ^ R JES £ * tt if i < . - ft ii t 7 v * * 
* v ^ > ;v * -e 2b £ ft ^ % o % K ■»* ^ * n> K B £ * tt 
If J: v> o 

* fc > R 2 R IF R 3 <5 - ^ A ? 7 v il/ t y ^ f /V i t- 
15 * *) , flJ2r**Cl~C2 2 <7) 7 ;U * * * . 7 v * f- * i ■ 
if- ;v £ x it iJ0L±.O/Nny>S ^ "C ft & $ *l fc ^ * * 

t*Sft^*tt, fef R 2 & R 3 O - ft & C 1 ~ C 2 

2 <0 7 ;v * ^ 7 v ;v f- * ^ f- ^ * - X li 1 £1 ± o ./^ 
n $* > s ^ g 3& $ fi tz j. -r . H -e & 0 . -ffe ^ * ? X B. 

20 ^ -c * & ft £ © * M » t , ^^t;ofU»(^ttl 
IB * & £ i «9 - jfeS: ( XIV) (7) ft ft * R m £ * £ -1 t K 
i i 1 1 I s o 

(-Jft^ (YIII) © ft > Ko§#f?-r£t, E 

25 P 6 3 2 0 4 8-f &»t.«^$iitv»4 7^3 *'>t* 
f t 7 x y - ;H li , HT E <7) Fn^vtlf t7x7 
- )V ^ t> ft ft H ( 3 ff 5g ) ^ ^S^s ^^X^^c 

* H in $ * T ^ J) > K flc ^ BS: © a ^ h 13 * § < % m L T 
0 ^ tL IC ft igc t , * #§ ^ ft ^ » * m -aS 1* ^. # ^ t li , 
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f I'© fc .K n 4 ->f '»> t 7 x / - A' t * Oil IB v» T 
JaTflDfiJIISKttt * ^ t ^ "5T -C * £ o 
E P 6 3 2 0 4 8 K SB 'ft ft £ ft * » * K UU * 

f§§(7)jUt^#^i^t JttbT, M 5§ I 3 ? 3 X 31 

±i in 1- a - » aft i & o it in » , M # £ $ n * 

, ft ^ Jfi O 3 7> h «fc <9 SO M $ tL fc > £ 'flfi 4 g H n°n 

- & 5£ ( I ) ^ fc> £ ft £ ft ft ^ & &\ x. If > T 
fB#&Kt£oT^$t£-fc^T*§*o-&:£ ( I ' ) ^ 
ft i&fc-lO-lOOt;, U ( l± 1 0 ~ 5 0 t O 

ait, o.. i - 2 o si , 0 u ( ii o . 3 ~ i m m > 

v t k n -7 7 > ^ v ^ f- ;v ^ >v "7 * * v K . *J * f- 7 

* ;v A 7 * K , ^ f Mi' n U K^^®£3£$&iE f t , s 2* 
lot iSfcSHT^ R Jo $ * & i t £ J: o T A -T & £ 

'±SBo»jft*fei±*is^o-*KS: (i) <Dit^m*m, 

2> 1i & <0 - W t LtlU;HfJbD> ^ 51 98 O ft 
^■■ft©iSiS^fe3&*in<b0^atclR5E$it4 i £ »± * ^ o 
$ i i t ^ I I 14 % $ P>tc^fl:fi?jC*|&^Wft'&ft 

o s it ^ ft Ifc B ^ $ ft t v> & <7) -e % ^ S # i± . ± is — 

ftWfcSfcE&tfllteffflW&fttefciilBK^o-C, ^Sl: 

± IB - ft ^ ( I ) K«t^$tL*ft^ftt»ift-t-aifc'# 

"C § SoH, ± IB Tjft^i r> S£ & £ ft & ± IB - ft * ( I ) 

* ^ K<D*mi?s, tf # is £ , ft - * s a * > £ 
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IS^utUtUo £ £ , m <d a * y & * * * 

5 - h * 1/ * f- K $ m # K JL h ft Z X o K , Jft ffi ft iS ft 

& & «7 ^ t W R' § ii 4 v j A* , A fa » »± ^ t b 

* ft ^ £ •> >f * * > 4 > 7 J- > -9-* * 4 * * , C M Jff 

^ # IS $ * W * * \ Blff^HJ^f ©DNA-JO 
7. it* m If <b tt „ i 0 » * L < »i B M JJF & 9 4 * * ^ »f 

15 IHtS4LTUv^, IS-¥ ft § $ ft & S 81 #J ffl 

jg.Jn**fflv^T±B'fl:'fr»**«ia«-fcLT-s-t>isiiiJlii 

ftifi: J: o/CftS$*i4.'Wic.tf, IB l£ M > 

20 WlM , , W is v v 7 M , $k * 7° * ^ M . V v ~ ^ M , 

v n v 7 M „ SL ^ij . Ifc -fe* 7 f- > * -7° -fe ;w #J , r fl* *K . * 

ft # 1" & ** , X l± & It »J LtlllflS4,l^fi4, 

n ^. ft ^ $ ti #. a ' « #j m m jd « t t r ti , n □ > 

iftllit^Otfr^fflv^ i t ^ f I * o El M #J £ 
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v a It ^ r > 7* > * 9 9 > -t * n - ^ % r * X V U > , 

* * 'J V > Dtjl**'>'?A, $ .5c >. ^ ^ f- > ^ * r 7 y 
7 ^ > X f T y 7 ft 7 * > * A , ^ v f V , jft jfc t- h 
•J 7 A $ # $ if ft h o ifcgDfi40fc»«*#»a 

y -t y 7 , & *e & m , ** y tr - * tf n y k ^ t'j - 7' 

fa % x ^ 7 — % ^>-^7>3- ^ ^ 7* n fcf !✓ ^ $r i; 

3 - ;i/ , titi*, tK * # ? ^ & ft * o ± is <d m m a 
e % i±- > ± IB fi-# & h k , » »■ #J ^ n x. m « #J > « » 

£ £ & -e § £ 0 .£ ifc # « tt , 

$ ft # ^ t! I ^> * ^ -t ^ * C ^ i ^ t f J L T U o 

^ #j x n m m it m t l x \t , m 1 tf #. * 7 n e v 7 ^ y 

15 n — )V % # y x 1/ 7 ^ y n - ;u ^ ■/< > y )V T )V 3 — )V % 

* V 7 m J- ^ ^ . U y f >^^^lf ft ^ o 

# & 91 o ft ®k # It E - ft 5* ( I ) x m £ ft £ 

» SJ ©' W » tt , ffffii:ftoTffKt#tl4, # IS 93 
©ISIIlOBJ*K#*tt,gPK#tJ: *> Iv^i^Cliv 
ft L T % - ft I: li It A 1 B * 0 0 . 

1- SOOmg/kg, fl L tt<ttl~50mg/kg 

25 -e * a o ^o<h^>. ±iBS#»tt, ^ t& , myt, mvt, 

mW%i5-<V%te!$tz£ ^1 Iti^I t t ^ J: if E 1 B 
ft * «: 1 B 1 @, ifctt»£fcHIIB*i3V*Tl 0 K 

2- Rii:*»tTfi4LttA^L, ft' H ft tc' B 4t S 4 
LTU'^, ^ M M t t T m v» S « ^ t 14 , * H it & 
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© S * £ L T ^ IA 1 0 h tz «9 0. 0 1-5 Omg/k 
g "C . 0 n $f f L < \t 0 . 1 ~ 5 m g / k g T* * & o . 

& r k m m m * m W r * % m z k w m ^ m. w t z & \ 

* % W \t Z <D m a * & *- % ^ *) & TO$E*flfc.£ o T 

PI £ £ ft 3 v>o^£, 

ta , a 1 £ *t * ft # t (E S * T * * o 

H is $1 1 : 2-7^7-9 - [2 - (*7*y^b*v) 
j. f- ;v ] - 6 - ( 4 - K n * v 7 x - ;l/ * ) 7* V > £ 
7 ( 2 , 2 , 2 - f 'J 7*tnxfjl/) x. * -r ■ * ( ft £ 
*N o . 3 

2-7unx-5 L ;l/?nn.*f-;l/x-T-;V8 7g (6 7 
0 m m o 1 ) tPJX (2, 2, 2 - b U 7 ;V * n x f- 
;l/ ) **7T'fb2.0 0g ( 6 1 0 m m o 1 ) b £ > 1 
6 0 r T 7 B# PQ R £ $ * ; .2 - ( 2 , 2 , 2 - b 

V 7 ^ * n x f- ) ■ * X * x ;w jrf b * v ] x ;k 7 n > j 

K * % S » £ # o 

2 _ ( * 7 * 7 7 b * v ) xf /I/ ^ o 'J K tfx ( 2 , 

2> 2 - PJ 7 ^ t n x f )i/ ) x7.-r;i^ 2 0 6 g : $r>f- 

;p x f- ;w h y 2 0 0 0 m I KilU 3 7 ft ;f b V 7 
A 2 7 0 g t 8«fBiaU. R.JES.&£fi4Tfr3flL, 

.» * « H L „ »a*^n'n*">l/A/^*^>C»»$ 

•9->lC*C?§iii£"£^ 2 - ( * 7 * / ;< r * V ) xf-jl'S 
' - K tf 7 (2, 2, 2-b , J7/l/^-nxf-;l/) x 7 t ;u 

2-7<7-6-7nn7'J>'15. Og (88mm 
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o 1 ) £ ~s * J- )V & )V J* 7 ^ K 3 6 0 m 1 K M M L 1. . 
8 - y 7 f t* y ? o [. 5 . 4 . 0 ] 7Vx**-7-x> 
13. 9ml ( 9 3 m m o I ) fc 8 0 t f 1 l» II R 6 5 
* fc «. 2 - ( * * * V > b * 9 s ) ^ f" ^ 3 - K * * 

( 2 2 2 - h U 7 ;v ' * a jl f- ;i/ ) x x f- 2 3 . 8 
m 1 . * _t 15 EL J£v* in x. , 1 0 0lC_t?5^WRlS*"*fe ° 
Rtt-tiS^^iPL, ift SB ft B 'L fc « » SE * 9 o a * 
;v A i: 1 1 H t y 'J ii /f ^ iJ 5 % - 

2 — T 5 7 — 9 

_ [ 2 - [ * 7. * 7 7 > * v ] x ^ ;w ] - 6- ^na7' 
V y t? X ( 2 , 2 , 2 - b 'J 7^tnxf ;v) x X x * 

2 3 . 3 g (JR$.5 6 %)■ fc. 
2-757-9 - [2 - ( * 7 * 7 7 F ^ ">) x >U ] 

_ 6 _^nn-/U>e^ (2, 2, 2 - h V 7 n x 

j. f- ;i/ ) J. 7 t 2 g 60 v 7 f" 7 ' * ^ A 7 5 K 1 0 m 

1 » if V ~>* >- 0 - 8in'l M-tKn* tf *7 

* 7 - ;v 0 . 6 4g«iPL> l 0 OCt 2«H«^t 

» % * * n . n * ;v A £ i§ # £ •£ T -> V * ^ ^ * 7 A t: t 

if $ -£ > 5 % <b 2 0 % 7 * 7 - ^ - 9 n n * A/ A T- ^ 

ft £ • > 2-7U-9 - [2 - ( * 7 * 7 7 b * v ) 

^ ;l/ ] _ 6 - ( 4 - K o * v 7 i x ;i/ f- * ) "f V y 

tr 7 ( 2 2 , 2 - h 'J 7 ;i/ * a je. f: ;v ) x 7 f ;v 1 . 

3 g ( 1R f 5 5 % ) 4: # o 

1 H - N M R ( D M S 0 - d 6 , 8 ) : 3 . 85-3. 
88(m,2H),4.l'4(d.J = 8.lHz,2H) 

4. 1 9.-4. 22 ( m , 2 H K 4. 62-4. 7 1 ( m 

4 H K 6 . 2 7 ( s , 2 H K 6 . 8 4 ( d , J = 8 . 
7Hz, 2 H ) 7 . 7 ( d , J = 8 . 7Hz, 2 H K 7 
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.. 8 9 ( s , 1 H K 9 . 8 5 ( s , 1 H ) 

MUM 2 : 2-7U-9-[2 - h * v ) 

x ^ ;V ] - 6 - ( 4 - £ K D * v 7 x )V * * ) 7° y 
* ;v ( 2 , 2 , 2 - f 17;vtnxf ^).i^f ^ (ft 

^ftN o . 9 ) OH* 

2-7W-9- [2- [ * (2, 2, 2 - h >; 7 

)V * u x Y * v ) * 7> * V ^ ^ > * -> 1 x ^ ^ ] - 6 - 

( 4 _ t K n * v 7 x - ^ f t ) 7° y > (ft % N o . 

3) 1 • 0 0 m g 0 .. 3 5N7>t-7^/-^if. 

n & #> l , 1st 4 oifttt^ is m * t§ * l > s ft « 

£ ft o 

1 H - N M R (DMSO-d6, $ ) I 3 . 66 ( d , 
J = 4 . 5 H z , 3 H K 3. 83-3. 87 (m, 2 H ) . 
4 . 0 0 ( d , J = 8 . 1 H z , 2 H ) > 4.18-4. 

22 (m, 2 H K 4 . 52-4. 6 0 ( m , 2 H K 6. 

23 (s, 2 H ) > 6 '. 83 ( d , J = 8 . 4 Hz, 2 H ) , 
7. 37 ( d , J = 8 . 4Hz, 2 H K 7. 89 (s, 
1HK 9 . 8 1 ( s , 1 H ) 

% M m 3 : 2-7W-9 - [ 2 ~ ( * * * 7 p< h * v ) 
x ;i/ ] - 6 - (4 — £ K n v- 7 x — ;v f- ^ ) 7° V > 

2 , 2 , 2 - I V 7 ;v t n x f ;l/ x ^ f ;V ( ft If N o . 

18) Oil 

2-T<7-9 - [2 - K v) x^;u] 

- 6 - (. 4 — k K D v 7 x x )V * * ) 7* U > If 7 2 , 
2 2 - b- U 7 ;i/ * D x ;v x 7 x fl" ( ft ^ ^ N o . 3 ) 
6 0m g £ 1 N7 > J f-7*i$C t , S S t 3 H 
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1 H - N M R ( D M S 0 - d 6 , 8 ) : 3 . 5 1- 3. 
5 4 ( m , 2 H ) > 3. 7 4-3.77 (m, 2 H K 4. 
0 3-4. 12 ( m , 2 H K 4 . 14-4.16 ( m , 
2 H ) > 6. 2 0 ( s, 2 H )> 6 . 8 2 ( d , J = 8 . 
4Hz, 2 H K 7 . 12 ( b , 3 H )\ 7 . 36 ( d , 
J = 8 . 4 H z , 2 H K 8 . 0 0 ( s , 1 H K 9 ■ . 8 
. 1 ( s , 1 H ) 

mmm 4 : 2 - 7 5 ; - 8 - 7 «*r - 9 - [ 2 - .( * * * 

Kv) xf ^] - 6- ( 4 - tF n ^ y 7 1 ^ )V 

* ) y v y ( it % m n o . 27) <d m& 

m m m 1 k & ^ x v . u * ( 2 , 2 , 2 - b v 7 * * n 

x" f- ;v ) * * 7 t W ft x. T > U V 7 n \£ * x 7 
7 W b 4 i V> 5 ft li I S I: 1 T 2 - 7 5 / - 9 - [ 2 - 

[ * * * / y > * y ] x >w ] - 6 - * ° ° 7 y y tr * 

4 y 7 n e ;v yn. 7 f * * # » 

2-757-9 - [2 - ( * 7. * J * I* * v ) x f- ;l/ ] 
_ 6 _ ^ n n 7 <; y vr x 4 " v 7 n tf ;v ■ x x r ;v 3 . 7 
g O 7 . -fe h x h U /u 3 7 m 1 #«|: t F >J ^ f * J/ 

7 y 4 . i m i * m in L . 2 5tt 1 6I1S#I^ 
IHESi L \ h y 4 5 m 1 - tK 1 5 m 

1 ri* <b £ & It L > 2-757-9 - [2 - ( * * * 7 7- 
h * y ) x f- ;l/ ] - 6- 7nn7'jy2. 4 g Sr # o 

<7) & co 3 0 8mgODMF5ml»*t4 — K n * 
y^*7x7~;V3 0 4 m g t M 0 v > 0 . 3 2 m 1 * 

in x. „ i o o jr x 4 b# n m Jfc' l o vt Ji * a' 

r H - N M R ( D M S O - d 6 , 5 ) I 3 . 57-3. 
60 ( m , . 2 H K 3. 81-3. 8 4 ( m , 2 H K 6. 
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8 3 ( d , J = 8. 7 H z , 2 H K 7 . 38 ( d\ J = 

8. 7 Hz, 2 H K 7. 9 6 ( s , 1H) 

1 : H e.p a t i t i s B virus (HB 

5 v ) m * *u f&i & * 

*38W©<b^fto-H B Vi|5il*DtfJ3!)*&45?fci ft. 

(K. UEDA, e t a 1., VIROLOGY, 16 

9, 2 1 3-2 1 6.( 1 9 8 9)) K t£ V^ ffl £ L fc „ HB 
6 1 1 ttfi (HB V *4It5fi*t-t MfFtfiWfi) 2 

io xio 4 m&.ioo/o.^feytshm.^huzfh^j 

J/y (10 O ju gXm 1 ) , = v- y V (1 0 0 I U / m 

i) jtv^s^f >f 5^7f>;pi?- 

X th « £ K ) ( 0 . 2 m g / m 1 ) £r £ tt 9 i i' s> 3 

ME.^II 3 , 3 7 Lfc, if t 2 0 B & TJ* 5 0 g 

15 l:f i^^j^bfct, «l8 0, 11 B R ^ 1 4 0 I II 

» ft ^ ft ^ I S -e o . 005-100^ Mttff 

ffi-e t ft t , * * 1 7B^(C^J^<Z>DNA^rIfl]l|3ibfc 0 

U)6ftOHBV-DNAf^tfy^P S> h"eSJ^L N 

m J& ft -e <D H B V - D N A & 5 0 % PI £ ft ft & * #> 0 

20 £ , HB 6 1 1 IB ^ (7) 5 0 % ^ 1" 5 © M ^ 1~ 5 ft 

SE"F<D ft l © ft *. # # K: *t IS £ * T. *> S . 

# # © tf> E P 7 8 5 2 0 8 <ik # fclfE^© ft 
{ffi It m * 0f 1 3 L o 
25 BP , * 2 K ^ f «t 9 > * K ft «fr 4fe No. 3 , EP785208 

*fciB*<*>»<a*5t ( tr * (2,2, 2 - b y . 7 /v a- » 

rc^P/lO ni ^ x ^ ) £j#o##0ijl~3 © ft & % t m $ 
CO g ^ /T L fc o 
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2 



W ft ft 
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H B 


6 1 1 ft - 














5 0 
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fi£ PI 
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5 0 


% B US ft . 
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N o . 
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0 . 
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> i 


,000 


# % 0J 


1 


(A <D 


Rl 


= 2 


-OMe) 


0 . 


0 


8 






> i 


, 0. 0 0 


# % #J 


2 


(A <£> 


Rl 


= 3 


-OMe) 


0 . 


0 


4 






> i 


, 0 0 0 




3 


(A <£> 


Rl 


= 4 


-OMe) 


0 . 


0 


5 






> i 


, 0 0 0 



# % #J ft £ ft 




0 

CH 2 CH 2 OCH 2 l :5 -(OCH2CF3)2 
A 

5 0 ft ±" © *U Jfi RT .ft 14 

* 5§ Pj3 © * ^ 7)s -T — b ^ 9 ^ 7- K ft ft » x ft 

EH/Mg-ft^f t i t> in % is; q ® i& t£ ^ £ 

W- I- *t 1" 5 % vv £ £ 14 £ £ L T ^ 5 o JE ft & X a # ft 

10 S *J jfe Sr * U T 5 o - H h V) Z. t b # ft 'ft ft J* ft *fl 
M*ftftfttt*£©«tt#*<s 8aiSfti»iJ>4<S 
ft 4 #t £ /v * ft] £ tt5Ui^5. 

* *J -% ^mSttH^^fFffift ft ft 2 0 0 0 - 5 4 6 
7 5-§-£ffi3fc1f£§B-LTfflB;*;lx;fcfc£>-T?*>5o 
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m <o m m 
i . t IB - «: a* ( i ) : 




(i) 



I 0 

CH 2 CH0CH 2 P-0R z 
R 4 OR 3 



5 ( s£ * , R 1 tt flfc * * & L ; R 2 X IT R 3 

K 7km , C l ~ C 2 2 7 ;i/ * ;v * > 7 v ;i/ * 

* v ^ f- ;v * , 7 v f- * x f- ;v £ N X IM ± ^ a 

y > I t 1 1 $ it x f ;v i ^ i L ; R 4 |i tK Sf JK ^ , 

C 1 - C 4 o r ;w * & , C 1 . ~ C 4 <7> t K o ^ v r ;v 

10 * ^ £ > X fi 1 JBL ± <D D r y WL ^ "C g & $ *t C 1 ~ 

C4or;v^;w3fe^^t ; xiiCHXiiitn?^i 

t,)"C$J*i4*X*t.'- h * ^ 1Mb -fr # L < 

tt <?■ o 'ft , X \$ * ti h (o ?jc ft ife =g t < ■ tt » ft' • o 

2 . R 2 X R 3 £ ? * *t -P tt & al K tK X . C 1 ~ 
15 C 2 2 O T ;v * )V £ • % X 14 1 JSL ± O ^ n Y V JR T t? g ft. 

$n/:xf ;H f & If ^ ^ - b * ? 

1/ * f- 1Mb ^ m % L < l±-f«I^ X .14 * *l S> <D tK ft 
L < i± » «t ft »'o ' 

3 . R 2 Iff R 3 ^Hlifiiii C**JS?\ C l ~ 
20 C 2 2 tf> 7 ;i/ * * * > X (4 2 , 2 , 2 - r V 7 * * 'n x 

^ ;w £ t? & 19 ; R 4 3 ? Tic # n ^ X «4 j* f- * £ tf & £ If * 
*1 1 IB tfc © * * * "3 — I s X 9 l/*f-pMk-fr»^L< 14 

©t, x (4 * ti ib (7) tk ft m % t < (4 m m m m 0 
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. 4 . T 15 it & m h ta h W : 

2-757-9 - [2 - (*7*7 7 b > v ) J- ^ A' 1 

- 6 - k p * v 7 x - )v f- * ) 7" 'J y tf 7. ( 2 , 
2 , 2 - b V 7 fl> * n x ^ ;v ) x'7 r. A ; 

5 2-757-9- [2- X ^ ;V ] 

._ 6 _ (3 - k ')>' D ^ v 7 x - ^ f t ) 7* 'J > tf ^ ( 2 , 
2 , 2-by7>*nxfji/) x f A ; 
2-7^^-9- [2-'(^^*V^ K.v) x^;v] 

- 6 - ( 2 - H K n 3f v 7 x - ;w . f- * ) -f V > tf 7 ( 2 , 
10 2, 2-hV7;V^nx^;i')x7.fA; 

2-7 = 7-9- [ 2 - ( * 7. * 7 7 b * v ) 7 n f ;v ] 

_ 6 _ ( 4 - t f n y 7 x - JV f t ) 7 'J > t*^ ( 2 , 

2 , 2 - b 'J 7 ;v * . n x ^ ;v ) x 7 r A ; 

2 — 757 — 9 — [ 2 - ( * 7. * 7 7 b * v ) 7' n M )V ] 

15 -6 - (3 — K n ^ '> 7 x. - A' f t ) 7 U 7 If 7 (2, 

2 , 2 - b V 7 ;v * u x f- ;i/ ) x 7 f ; 

2-7^7-9 - [2 - ( * 7 * 7 7 b * v ) 7* n tf ;V ] 

- 6 - ( 2 - t K n 4r > 7 x x )V . f- ■ * ) -f V y If 7 ( 2 , 
2 , 2 - b 'U 7 /U * n x f- ;i> ) x 7 r A I 

20 2-757-9- [2 - ( * 7 * 7 7 b * v ) x -f- )V ] 

- 6 - ( 4 - K n * v 7 ' x - >!/ * ) 7" 'J 7 7 f ;i> ( 2 , 
2 , 2 - V y 7 A * n x f- ;i/ ) x 7 r A ; 
2-757-9 - [2 - ( * 7 * 7 7 b * v ) x ^ ;b ] 

- 6 - ( 3 - t F n * v 7 x x ;i/ ^ * ) 7* V 7 7 f- ;w ( 2 , 
2 5 2 , 2 — b y 7 * # n x f- ;u ) x z f A* ; 

2-757-9 - [2 - ( * 7 * 7 7 b * v ) x^;i/] 

■ - 6 - ( 2 - t: K a * v 7 x x ^ * ) 7° D 7 7 f- A ( 2 , 

2 , 2 - b 'J 7 ;v * a x ' f- )]/ ) x 7 f A ; 

2 - 7 5 7 - 9 - [ 2 - ( * 7 * 7 7 b * v ) 7 n t? jl/ ] 
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- 6 - ( 4 - fc F D^y7i-Jkft) 7° U > 7 f )\> ( 2 , 
2 , 2 - hij 7JVtDIfJH X X 7" 7> ; 

2 - 7 5 /- 9 - [ 2 - ( * X 7 7 Y f */ ) 7* U fcf )V ] 

- 6 - ( 3 - t F P f v 7 x I 71/ f t ) 7* U > 7 7 71/ ( 2 , 

5 2, 2-Hj7^'tnif x x 7 )V ; 

2-757- [2 - (*^*/)» h + ->) 7* P tf 71/ ] - 
6 - ( .2 - fc F □ * v 7 x X )V ft) ^'J>^ f > ( 2 , 
2 , 2 - h U 7 7U t O X f )V ) X 7 f )V ; 
2-757-9 - [2- (*7*77h*v) if iH. 
10 -6-(4-fcFPf>'7xX7l/f:*)7U>(2, 2, 
2 - h U-7JVtOl'f ;W) X 7s 7 )V ; 

2-7 5 7- 9- [2 - ( /K 7 * 7 7 h * ~> ) I f 7l> ] 
-6 - (3-tFDt5/7i;;Pf*)'7 ,| J> (2, 2, 
2 - h U 7;i/tDIf JM' X 7 -7 71/ ; 
15 2-75 7-9 - [2 - ( * 7 * 7 / b + ) X f )H 
-6-(2-fcFPfv7xX7l/ftf-)7U>(2, 2, 
2 - h U 7 ^ t D X 7- ;i/ ) X. 7 7 ;U ; 

2 - .7 5 7 - 9 - [ 2 - ( * 7 * 7 7 b * L > ) 7° P tf 7W ] 

- 6 - ( 4 - t H □ f -> 7 x X 7> f :* ) 7 U > ( 2 , 2 , 
2 0 2 - h U 7 7U t P X 7- 7W ) X 7 f 71/ ; 

2-75 7 - 9- [ 2 - ( 3fr 7 * 7 7 h f ) 7 P fc 7M 

- 6 - ( 3 ■ - k H P * v 7 x X 71/ 7 * ) 7° D > ( 2 , 2 , 
2 - h U 7 71/ * P X 7 7U ) X 7 7- 7U ; 

2-757-9 - [2 - ( * 7 Sfr 7 7 h * v ) 7° P fc° )V ] 
2 5 - 6 - ( 2 - fc t* P * v 7 x X 71/ 7 tf- ) 7° U > (2,2, 
2 - h iJ-7^tDIf X 7 7 71/ ; 

2-757-9 - [2 - ( sfc 7 * 7 7 h f ~> ) If JH 
-6-(4-tFo^>-7xX7Uftf-)7U>; 
2-757-9 - [2 - ( ^ 7 * / ^ F + y ) I f JH 
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F 


d ^ -> 7 x x ;i/ f ^ ) 7° U y ; 








« n & 
















< 


« <d m. > xBf n5©*ftif Kits 
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